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" AUTHOR : Kost, A. N. SOV/156-55-1-30,1(
— -«__—__—_——_-——_—-.\ N
. TITLE: On the Synthesis of Amines According to the Mothod Develoyad

by Leukart (0 sinteze aminov po metodu Leykarta)

PERIODICAL: Nauchnyye doklady vysshey shkoly, Khimiya i khimicheshaya
tekhnologiya, 1958, Nr 1, pp. 125 - 129 (UssR)

ABSTRACT: The tests carried out by the author (Ref 1) and othoer inves-
tigators have shown that the Leukart (Leyknrt)-reaction is
accelerated by an addition of an excess of acid. Primary-a~ine
(as o formic derivative) is formed for the most part in this
reaction. A presumptive scheme of the process is given. After
an addition of sodium-formate or urea, the reaction also is
somevhat accelerated, but leads for the most part to the
secondary amine. The reduction of the formed formamido-carbinols
takes different courses. The fact that the Leukart-reaction is
in many cases accelerated by the addition of dehydrating sub-
stancea, nmade presumable the formation of internediate products,
viz. of imines, or, if impossible, of enanines. Both of then

can be easily reduced by formic acid (Ref 12). Fornamido carbirol

is possibly converted into ether by means of fornic acid. The

developing formate splits off €0, when being heated (ecpecinlly

APPROVED FOR RELEASE: 06/14/2000 CIA-RDP86-00513R000825210001-2"



S P XS SR 20 SR SR

"APPROVED FOR RELEASE: 06/14/200

CIA-RDP86-00513R000825210001-2

On the Synthecis of Amines According to the Hethod SOVAS6 -58-1-20/.

Developed by Leukart

readily in the presence of a catalyst). In this very way
(according to the given scheme) the process takes place with
the reduction of di- and triaryl carbinols by formic acid
(Ref 3). The r8le of the dehydrating substance is linited to
facilitate the conversion into ether. In the present repors
the author has carried out the Leukart-reaction by using
skeleton nickel.. Skeleton cobalt which acts somewhat more
energetically was used for compzrison. Indications (Ref 4) to
a steric tendency of the Leukart(leyhart) rcaction are found
in literature. In connection with this, “the author carried out
the hydramination of 3-methyl-cyclohexanon and of 1-methyl-
cyclohexene-i-en-3. In the presence of catalysts(if the procens
proceeds rapidlx)a marked prevalence of cither a cis- or a
trans-niethyl-cyclohexyl-amine could not be found.Dicyclo-hexyl
amine is often contaminzted by the admixture of foraie-oyaloe-
hexyl amine in spite of a sevaral hours' boiling with con-
centrated hydrochloric acid. The cause for this night he the
reversibility of the reaction. R.S.Sagitullin assisted in the
Card 2/3 experinments. There are 12 references, ) of which are Soviet.
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SUBMIMED;, Septenber 30, 1957
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DVORETSKAYA, Ye.I,: XOST, A.N.; PYRINA, I.L.
Bffegt of some hydraszine derivatives on the causative agents of
tomato-leaf mold (Cladosporium fulwum Cooke). Nauch. dokl, vys. shkoly:
bol. nauki no.2:115-124 '58. (MIRA 11:10)

1.Predstaviena kafedrami fisiologili rasteniy i organicheskoy khimii
Moskovskogo gosudarstvennogo universiteta im, M,¥, Lononosova,
(Tommtoes--Diseases and peste) (Acetons) (Pyridazone)
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AUTHORS: Yudin, L.G.,Wotarev,‘[e,xh., SOV/55-58—2-22/35
and Mirzs, A.N.

TITLE: Some Derivatives of the Tetrahydroquinoline and Their Effect

on Plant-Lice (Nekotoryye proizvodnyye tetrogidrokhinolina
i ikh deystviye na tleg

PERIODICAL: Vestnik Moskovskogo Universitete, Seriya matematiki, mekhaniki,
astrononii, fiziki, khimii,1958,ir 2, pp 169-176 (USSR)
ABSTRACTs Several combinations from the series of the 1,2,3,4 - tetra-

hydroquinoline were synthetically ocbtained. In a con-
centration of 0,5 in an emulsion most of them are toxis for

plant-lice and show & high mortality. Some preparations have

a ~highly caustic effect on plants.
There are 12 references, 5 of which are Soviet, 4 Amerioanm,

and 3 German.

ASSOCIATIONs Kafedra organicheskoy khimii 1 kafedfa entomologii
(Chair of Organic Chemistry and Chair of Entomology) [Moscow Univ.]

SUBMITTED: April 3, 1957
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AUTHORS : —Kost,—A-_N., Busev, A. I., 50V /156-58-2-37/48
Grandberg, I. I., Byr'ko, V. M. .

TITLE: The Dithiocarbamates of the Pyrazoline Series (Ditiokarbamaty -
pirazolinovogo ryada) Their Syntheeis and Investigation as :
Analytic Reagents (Sintez i izucheniye ikh kak analiticheskikh
reagentov)

PERIODICAL: Nauchnyye doklady vysshey shkoly. Khimiya 1 khimicheﬂkayi
tekhnologiya, 1958, Nr 2, pp. 349 - 353 (USSR)

ABSTRACT: The first mentioned salts are widely used in analytic e -
chemistry (Refs 1-3). The acids from pyrolidine and piperidine -
gynthetized are stable in acid media and in the casge -of
heating and have a somewhat higher selectivity than others.
The comparatively simple new production methods of the- '
pyrazolines (Refs 4-7) enabled the authors to carry out
the synthesis of the dithio-carbamic acids of the pyrazoline .
series (1-dithio-carboxy-pyrazoline). These acids were isolated -
as sodium salts. They crystallize well, are stable in dry
state and well soluble in water as well as in alcohol. The

card 1/3 aqueous solutions of these salts give an alkaline reaction; in
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The Dithiocarbanates of the Pyrazoline Series. Their S0V/156-58-2-37/48
Synthesis and Investigation as Analytic Reagents

the cage of an acidification, however, a decomposition takes
place, since the corresponding dithio carbamic acids are not
stable. A new method Gue to Fedoseyev (Ref 9) was used here,
since an elementary analysis of the sodium galts by means

of usual methods does not yield good results (e.g.Ref 8). The
products of the ethylation of cyanogen have a distinct melting
temperature and may thereforaz serve for the identification

of the substances. 10 (I - X) compounds were synthetized

and investigated as analytic reagenis. Absorption spectra
taken for the sodium salts and the stability in aqueous
solutions were investigated. The solubility of some cadmium
derivatives was determined by means of the method of tracer
atoms. It was proved that pyrazoline dithio-carbamates
separate certain groups of metal cations at different pH-values.
There are 2 figures, 1 table, and 13 references, 9 of which
are Soviet.
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The Dithiocarbamates of the Pyrazoline Series. Their EOV/156558-2437/487,j
Synthesis and Investigation as Analytic Reagentis ,

ASSOCIATION: Kafedry organicheskoy i analiticheskoy khimii Moskovstg
gosudarstvennogo universiteta im.M.V.Lomonosova: ( )
of Organic and Analytical Chemistry of the Moscow State
University imeni MK.V.Lomonosov)

SUBMITTED: Novamber 29, 1957 ‘ﬁf}ﬂ
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AUTBEORS: Terent'yev, A. P., . Kost, A. H., Zolotarev, SOV,153-58—4-9/22
- Ye.Kh, Vinogradova, Ye. V., Kalakutshkayz, T. V., Yurgenson,
I. A,
TITLE: I.The Eoters of Tetrahydro-Phthnlic Acid 2nd Its Homologs

as Insect Repellents (I.Efiry tetragidroftalevoy kisloty
i yeye gomologov lak insektorepellenty)

PERIODICAL: Izvestiya vysshikh uchebnykh zavedeniy. Khimiya i khimiches-
kaya tekhnologiya, 1958, Nr 4, pp 55 - 60 (US3R)

ABSTRACT: Although the insect repellents have been more and more
applied so far and thousands of individual preparations
have been tested, ncither the relation between their
structure and efficierncy nor their mechanism of
efficiency have been definltely clarified. For thes
reasons the search for new means was often unsuccessful,
whereas hardly a few of the thousands of tested sub-
stances were practically used. Dimethyl phthalate is
the most carefully investigated and practically most

) applied repellent. Yet it is not efficient in any case,

Card 1,4 and large-scale use of it is linited by raw material

APPROVED FOR RELEASE: 06/14/2000 CIA-RDP86-00513R000825210001-2"



| "APROVED O RELEASE: 06/14/2000 CIA-RDP86-00513R000825210001-2

RN £

T.The Esters of Tetrahydro-Phthalic Acid and Its 30‘1/153-58-4—9/22
Homolozs as Insect Repellents

scarcity. The authors synthetized other prosjective
repellents: "Ind-lon","Rudzhers-612" (in the USSR RP -52)
and “Dimelon" (RP-50), which hod the same-effedfasor a weaker
effect than dimethyl phthalate on various mosquito
species. RP. -50 was a little more active than others. There-
fore the authors investigated, according to the
structural analogy, a series of rsters of the tetra-
hydro phthalic acid @®P -1,7RP-2,RP -5,RP -17,RP -20, RP -23,
RP-33 andﬁ§h51). Dimethyl, diethyl and dibutyl phthzleote
were used for comparison. The compounds investigated are
related in structure to dimethyl phthclate, but
differ by their lack of aromatic bonds in the 6-membered
ring. Diene hydrocarbons and maleic anhydride, which
are easily obtained by benzene or furfural-oxidation,
were the raw materials used for that purpose. In summer
of 1954, Ye.Kh.Zolotarev and N.A. Tamarina investigated
at the Belomorskaya biologicheskaya stantsiyu UGU
(White Sea Biological Station of the university mentioned
in the title) the effect of individual preparations

Card 2/4 on mosquitces A#des comnunis and Aé.dorsalis and cerato-
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T. The Esters of Teirahydro Phthnlic Acid and Its Scv/153-58-4-9/22
Homologs as Insect Repellents

pogonides of the cpeocies Culicoides., 4t the Ryssanskiy
neditsinsikiy institut i-euni L.;.anlovh (.fbag 'ledical
Institute imeni I.7.Pavlov) it wos found that a
narcotic effect (fusel-oil dr“nugnxg“) ig exercised

by the dibutyl estzrs upon rots ond vibbits. Large-
scale terts in 1950 showed thot the nreporations

ﬁP 1 andRP -50 proteoct efficiently coeiunct the mosguitoes:
Aedes vexans, A.maculntus, A.excrucians, A.Cyprius, A.
cotaphylla, A.punctor, A.communis, A.c1ve1eu", A. dorsalis,
and Anopheles bifurcatus. A table shous the comperative
efficiency of individual r-yell-nis, It 1-sults fron

thic that the repellents RP-1, RP -17 and 8P -51, which

were investigated for the first tine, zre cgual to
di"ethyl phthalate with recpeet to their efficiency.

The efficiency decree of vi.riouc nixtur of these

cg of
compounds was not hisher. Furtier investi;:tions would
be necessary only of RP-44 (di-methyl path.lote with
dze*hyl adlgate),RP-”u (the cane with Qi 1 aek
and RP-47 (the sanmc with arigsle), rince

Cerd 3,4 longz. efficient against nosquitoes. 111
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I. The Esters of Tetrahrydro Prhthalic Acid and Iis SZ"/1,; 5u-'—9/22
Homologs as Inscect Repellents

were investiz:ited as to their acidity, whizl cau
skin irritation, a2z is lLnorn. It wes foa d thet the
introdnction of o netiiyl or qetiylene CLOUJ into
the =ztructure of t 0 Llw‘t“'l*eu;vagd‘o pattilate
doer not exert considerchle influonce upon the
activ;ty of the preprration. Adnixtures were scupplied

v P.A.lloshkin, Corresponling lesber, Acadeny of Sciences,
bSoR, and V.I.Lyubormilov, Crnldidate of Cheniccl Sciences,
There ore 1 table and 18 rveifvrences, 5 of which are Soviet.

ASSQOCIATION: lloskovskiy gos hL‘rS*VP““jy universitet in, i.V.Lomonosova
(Mozecow State University ineni w.V.Lozonoscov) Kafedra
or; nicheskoy khinii i “aofedrc entomolozii (Chair of
Organic Chemistry ond Chsir of a:uomolo;j)

SUBHITTRD: Hovermber 2, 1957
Cord 4,4
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AUTHORS: Kost, A.N., Yershov, V.V. (Moscow) -27-4~3/8
TITIE; ——SyMtResls and Droperties of Pyrazolines (Sintsz 1 svoystva
pirezolinov)

PFRIODICAL:  Uspekhi Khimii, 1958, Vol. 27. Nt 4. ppo 431-458 (USSR)

ABSTRACT: During recent years ayclic hydragine derivatives have besen aub~
jeoted to a particularly intense investigation. This inocludes
also the A '-pyrazolines with binary binding between the nitrogen
atoms as well as the not substituted JaN -pyrazolines with binary
binding between nitrogen- and carbon atoms, and 1-substituted
A z-pymzolines., The present report deals especially with ni-
trogen-substituted A Z-pyrezolines: The methods of synthetization,
the reaction gf hydrazines with unsaturated ot, B -aldehydes ard
ketones, as 1%, f°s - or § s O -unsaturated aldehydzs ané ketones
under the influence of hydrazine produce only hydrazones and
azines., The report further deals with the reaction of hydrazines
with P-substitated ketones, with the reaotion of hydrazines with

B -halide ketones, the reaction of hydrazines with B -aminoke-
tones (4in which connection it mast be pointed out that recently

Card 1/3 various f3 ~aminoketones, owing to the further development of the
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Synthesis and Properties of Pyrazolines Th4=27-4~3/8

Mannich reaction (reaktsiya Mannikha) have i-2n counted among ths
easily accessible compounds). Mention is made of the works by
Nisbets (Ref 92), Babayan and Gambaryan (Ref 99) as well as by
Koat and Yershov. There follows a desoription of a compound of
aliphatic diazocompournds with pyrazolines which are formed (ry a
binary carbon-carbon linkage); furthermore, a description is given
of the reduction of nitrogen-containing compounds. The following
chapter deals with the production of pyrazolines from nitryls
(action of aryl hydrazines upon unsaturated nitryls), There fol-
lows a desoription of the properties of pyrazolines: of their oxi~
dation, reduction, alkylation, azylation and arylation. Moreover,
the decomposition of pyrazolines is discussed (reaction according
to Kizhner). In conclusion the report deals with pyrazoline-sub-
stituted compounds: L-bromopyrezoline easily separates the bromine-
hydrogen molecule (during boiling of the sodium acetate solution) ,
so that pyrazoles with a good yield are obtained. Further possibil-
ities are mentioned as e.g. that 5-nitropyrazolines separate ni-
trogenous acid, on which occasion pyrazoles are formed under the
effect of hydroohloric acid; it is further said that in 5-bromine-
S-nitropyrazolines nitropyrazol and in acid media bromopyrazol are
Card 2/3 formed under alkaline action. Further methods of obtaining
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Synthesis and Properties of Pyrazolines h=27-4-3/8

pyrazoline derivatives are desoribed as e.g. from 3-nitropyrago-
lines, 5-oxypyrazolines, L-aminopyrazolines in cis form, 3-pyra-
zoline carboxylic acids. In conclusion a short survey is given of
the physiological effect produced by pyrazolines: A number of

1 ,5-diaryl—jiialkylaminoetkwl—pyrazolines have analgesic proper-
ties; 1-phenyl-3-aminopyrazoline retards the growth of tubercles
(in dilution 1 ¢ 1 million). The application of pyrazolines and
their derivatives in practice has hitherto not had the attention
it deserves. There are 227 references, 50 of which are Soviet.

1. Hydrazine--Synthesis

Card 3/3
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AUTHORS: Kost, A. N., Grandberg, I. I., Yevreinova, E. B. 79-2-51/64
. o
TITLE: On the Reaction of Hydrazine Derivatives

(Reaktsii proizvodnykh gidrazina).
XVIII. On the Effect of the Acid Agent on Azines
(XVIII. O deystvii kislotnykh agentov na aziny).

PERIODICAL: %hurn;l Obshchey Khimii, 1958, Vol. 28, Nr 2, pp. 512-518
USSR

ABSTRACT: The descriptions of the effect of the acyl halides on azines
are very contradictory. The results obtained by Minnnni et

al. (ref. 5), Lochte et al. (ref. 6) and Benary (ref. 7) can-
not be brought in lins. Benary's observatior & the trans-
formation of cyclohexane azine into octahydrocarbazole was
confirmed, however, it was not possible to use the reaction for
other azines. A compound with the melting point 236°C was
obtained from acetone azine with benzoyl chloride equal to that
obtained by Lochte which, however, was no benzoylpyrazoline
but was symmetrical to dibenzoylhydrazine. In the case of
conplete elimination of humidity the same reaction hoewever,
actually produces benzoylpyrazoline which, however, shows
completely different properties (melting point 930C) ané was

Card 1/3
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On the Reaction of Hydrazine Derivatives. 79-2-51/64
XVIII. On the Effect of the Acid Agent on Azines

characterized first by the authorsof the present work. The
cleavage of the azines under formation of the symmetry of the
diacylhydrazines was observad also on the occasion of the
action of benzoyl chlorids on azines of the methylisopropyl-
ketone or of the cyclopentanone. Beside the usual
determinations of configuration N. B. Kupletskaya (ref. 9)
algso put down the corresponding absorption spectra. It is

- astated that the occurrence of a cleavage or = cyclization
depends not so much on the nature of azine and the acylating
agent but on the reaction conditions. If humidity is in the
reaction mass, mainly a cleavage of the azine takes place.
On the occasion of cyclization of cyclopentanone azine with an-
hydrous formio acid the compound 015322N2 was obtained.

According to V. A. Koptsik (Physical Faculty of Moscow State
University it shows, among other, a strong piezoelectric effect.
It was observed that cyclohexanoneazine reacts energetically to
phosphorous tribromide and that B, p'-dibromodiethylether (due
to th. dioxane ring cleavage) is formed in dioxane with

octoh- irocardbazole.
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On the Reaction of Hydrazine Derivatives. 79-2-51/64
XVIII. On the Effect of the Acid Agent on Azines

The experimental data as well as the structural formulae of

the synthesized compounds are given.

There are 3 figures, and 16 references, 8 of which are Slavic.
ASSOCIATION: Moscow State University (Moskovskiy gosudarstvennyy universitet)
SUBMITTED: February 7, 1957

AVAILABLE: Library of Congress
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-~  AUTHORS: _ Kost, A. N., Gents, F. : SOv/79-28-10-29/60
TITLE: Reactions :f the Hydrazine Derivatives {Reaktsii proiz-

vodnykh gidrasina) XIX. Condensations of 4-anino (1,2,4)-
Priazole With Esters (XIX. Kondensatsii 4-cmino-(1,2,4)-
triazola so slozhnymi efirami)

PERIODICAL: Zhurnal obshchey khimii, 1958, Vol 28, Kr 1o,
pp 2773 - 2779 (USSR)

ABSTRACT: As the oxytriazole pyridazines with the cations of some
metals can yield complex compounds the authors of
) this paper synthesized a pumber of these compounds
\ (Refs 5,6). Thy mixed the correspornding keto ester with
\ the 4-amino triazole and heated the mixture at 180-200°
for 20-30 minutes, with the alcohol and the water being
driven off. In a too energetic process, as is the case
with the 2-carbethoxy cyclopentanone (under the
formation of compound (III)) xylene, toluene or benzene
were added and the aceotropic mixture was slowly driven
off. It is interesting to learn that the yield depends
Card 1/3 on the velocity of heating. In the case of & slow heating

APPROVED FOR RELEASE: 06/14/2000
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Reactions of the Hydrazine Derivatives. XIX. 507/79-28-10-29/6c
Condensations of 4-Amino-(1,2,4)-Triazole With Esters

a resinificatien (Reactien Scheme 2) ocours. In the
case of the 2-carbethexy cyclohexanone no condensation
products are eobtained. The condensatiosn of the anmine
trinzole with the a-formyl phenyl acetate alse failed.
Based on the results obtained the condensation of

amino triazole was carried out with malonic ester.

As it was not expected, also an excess malonic ester
with two molecules amine triazole enters reaction and
forms the N,N'-di-(1,2,4-triazolyl-4)-malonanide (x).
Cyclization products at the expense of the hydrogen
atoms of the triazole nucleus could not be found, The
structure of the diamide (X) was proved by the infrared
absorption spestrum. The acetig solution of this diamide
pr cipitgtes the ions Cust, Ni2+ and Co®*, butinot
AL’*, Cd%*, Bi” and Th** from the aqueous solution in

the presence of sodium acetate. No precipitation takes
place 1in alkalin4medium. This reaction does not take
place so easily with ethyl malonic ester under the
formation of compound (XI)(19,2% yield) and almost not
Card 2/3 at all with butyl malonic ester. In the reaction of
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Reactions of the Hydrazine Derivatives. XIX. SOV/79-28-10-29 /60
Condensations of 4-Amino-(1,2,4)-Triazole With Esters

amlnoﬁrlllole with diethyl oxalate the compound (XI%l
g obtalned This diamide precipitates the ions Cu
Mgt and Cd 2+ in aglkeline medium in the presence of
sodium $artrate, and in acetate medium the ions cut yhowever.,
not Al3+ and Fe3+. The &yanethylation of 4-amino
triazole in alkaline medium is descrived. There are
14 references, 2 of which are Soviet.

ASSOCIATION: Moskovskiy gosudarstvennyy universitet (Moscow State
University)

SUBUITTED: September 11, 1957
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Grandberg,I.I., Kost,A.N. S0V/79-28-11-37/55

Reactions of Hydrazine Derivatives (Reaktsii proizvodnykh gidrazina)
XX.Dehydration of Pyrazolines (Degidrirovaniye pirazolinov)

Zhurnal obshchey khimii,1998, Vol 28,Nr 11,pp 3071-3075 (USSR)

Experiments of the authors to oxidize the 4-ethyl-5-propyl- and
4-isopropyl-5-iscbutyl pyrazoline failed. Various types of oxdizing
agents, as selenium dioxide, nitric acid, permanganate etc.destroy-
ed the pyrazoline cycle under the formation of many oxidation pro-
ducts. The N-formyl- , N-acetyl and N-benzoyl pyrazoline derivatives
were not attacked by weak oxidizing agents, and by strong oxidizing
agents were subjected to 8 similar destruction under the formation
of nitrogen. In the bromination besides the oxidation also & bromi-
nation took place. The authors succeeded in smoothly realizing the
transition of the pyrazoliuves into the pyrazoles. They used selenium,
and with & still better result sulfur as dehydration medium. The
reaction took place at 150-250° without side processes. It is
finished as soon as no more hydrogen sulfide is formed. An excess
sulfur is of no importanca. In the pyrazoles there are, contrary

to the pyrazolines, two conjugated double bonds with a free pair

of electrons of the nitrogen atom. In the case of such a structure

CIA-RDP86-00513R000825210001-2"
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S0v/79-26-11-37/55
Reactions of Hydrazine Derivatives. iX.Dehydration of Pyrazolines

with an eiectron sixtet in the nucleus compounds with a substi-
tuent in the position 3 prove to be identical with compounds
having a substituent in the position 5, For this reason, for in-
stance, the 3-phenyl-5-methyl pyrazole {90 %) is obtained in the
hydration of the 3-me thyl-5-phenyl pyrazoline. In the same way as
from 5-methyl- also from Z.methyl pyrazoline one and the same
3,(5)-methyl pyrazole was obtained (75 and 90 %):

CH’"_——-\ ., CH, y___ﬂ

~
\N/ N
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n of Hydrazine Derivatives. %X.Dehydration of Pyrazolin

Reactio l |
’ therto
i ield: 65-90 %) have hit!
thesized pyrazoles (y ‘ Liner
rot boe tg:szigbeg. The proposed method can be eas;lzr;Tpny¥8:0185.
no; bz;nserve as preparatory -synthesis of aikil an T
and m th "
There are 24 references, 9 of which are Sov |
3 University
jversitet (Moscow State
: M kiy gosudarstvennyy univ
ASSOCIATION: Moskovs
SUBMITTED: November 2, 1957
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TITLEs The Effect of Pyrazole Derivatives Upon the Contral Nervous

System (Deyatviye proizvodnykh pirazola na tsentral'nuyu
nervauyu sistemu)

PERIODICAL; Doklady Akademii nauk SSSR, 1958, Vol 123, Nr *, pp 200 -
203 (USSR)

ABSTRACT: The pharmacological properties of pyrazole derivatives have
hardly been explored. The analgesic, antipyretic and anti-
phlogistic effects of 1-pheny1-pyrazolone-5- and 1,2-diphenyl-
pyrazvlidindion-3,5 (antipyrinei pyramidon, butadion) are well
known. Methods developed in recent years of pyrazole synthesigs,
among others by dehydraticn of pyrazolines by meang of

sulphur (Ref 4), have made thege compounds more accessible.
For instance, }-mothyl-j-phenyl-pyrazole has proved efficient
8s a sedative and soporifig, 3-phenyl-pyrazole has similar
effects. The difference in effects between these two sub-
stances bases upon a more distinct decrease of muscle tone
before quieting by the latter substance. The substances

Card 1/3 mentioned are hardly toxic. The fatal dose per os amounts
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The Effect of Pyrazole Derivatives Upon the Central S0V/20-123-1-54/56
Nervous System

to 500 mg/kg with mioce, and 1800 mg/kg with rats. The effect
of 3-methyl-5-phenylpyrazole was svudied in greater detail.
The test results showed that the latter substance has a very
distinct effect upon the nervous system. This effect is
quieting, soporific, antispasmodic and antipyretic. At
present it is not yet certain whether this substance compares
in its way of acting with the known pharmacological groups
(barbiturate, reserpine, aminazine, and others), or whether
it has special etfects not yat desoribed. 1In any case this
preparation needs more intensive investigations in order to
clarify the possibilities of its application in medicine.
This is also true of pyrazole derivatives. In a chapter on
experiments the method of production of the substance men-
tioned is described. There are 3 tables and 7 references,

4 of which are Soviet.

ASSOCIATION: Vsesoyuznyy nauchno-issledovatel'skiy khimiko-farmatsevticheskiy
institut im. S. OGrdzhonikidze (All-Union Scientific Chemical
Pharmaceutical Institute imeni S. Ordzhonikidze) Moskovskiy
Card 2/3 gosudarstvennyy universitet (Moscow State University)
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-KOST, A,i:g PERSHIN, G.H.; YERSHOV, V.V.; MILOVANOVA, S.N.: YEVREIKOYA,

Heactions of hydrazine derivatives. Part 23: l-acylpyrasolines
a_nd their action on pathogenic micro-organisms. Vest.Mosk.un.
Ser.mat., mekh., astron., fis., khim. 1% no0.1:211-216 '59.

(MIRA 13:8)
1. Kafedra organicheskoy khimii { Veesoyuznyy nauchno-issledovatel'w
skily khimiko-farmatsevticheskiy institut im. S. Ordzhonikidze.

(Pyrazoline) (Micro-organisns, Pathogenic)
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«-._KOST, A.N., SBAGITULLIN, R.S.

Reactions of hydraszine derivatives. Part 22: 1-Benzylpyrazolone.
Vest.Mosk.un,.Ser.mat., mekh,, astron., fiz., khim. 14 no,l:
225-228 159, (MIBA 13:8)

1. Kafedra organicheskoy khimii Moskovakogo universiteta.
(Pyrasolinone)
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KOST, A.N.; SHUMAKOVA, A.A.; KOZIOVA, Ye,l.; GRANDBERG, I.I.
[
Reactions of hydrasine derivatives. Part 26: Pungicidal action
of pyridazines and hydrazones. Vast.Mosk.un.Ser.mat., nekh.,
astron., fis., khim, 1% no.3:205-211 '59.
(MIRA 1335)

PR

1. Kafedra organicheskoy khimii, kafedra nikrobiologii 1
laboratoriya fitotoksikologii Vsesoyuznogo instituta zashchity
rasteniy.

(Hydraxones) (Pyridazine) (Fungicides)
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KOST, A.N.; FETTE, I.T.; POMORTSEVA, N.V.
oy
Bffect of phenols on micro-organisms which destroy crude and
vulcanized rubber. Vest.Motk.un,Ser.mat., mekh., astron., fiz.,
khim, 14 no,3:213-220 '59. (MIRA 13:5)

1. Kafedra organicheskoy khimii i kafedva mikrobiologii Moskov~
skogo gosudarstvennogo universiteta,
(Phanol) (Bacteria)
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ﬁeactioni_jst;‘hydraslne derivatives. Part 25: Action of
.acetaldehyde and polyphosphoric acid on acylhydrazones. Vest.
Hosk.un.s'c"t.nat.. nokh.'ntron.,t‘is.)min. 14 no.s:187-193 '59.

{MIRA 13:8)
1. Kafedra organicheskcy khimii Moskovskogo universiteta.
' (Acetaldehyds)
(Phosphoric acid)
(Hydrazones)
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) . BOST, A.N.; TERENT'YBV, P.B.; BYR'KO, V.M,

Hexamethylenedithiocarbamic acid and its derivatives. Veat.Mosk,
un.Ser.mat., mekh -Astron.fiz.khim, 1% no.41195-198 '59.
§ (MIRA 13:8)
1. hafedra organicheskoy khimii Moskovskogo universiteta.
(Carbamic acid)
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Kost, As Has. Grandverg, I. I. 80V/74-28-8-2/6

Aldszines and Ketazines (Al'd- i ketasiny)
Uspekhi khimii, 1959, Vol 28, Nr 8, pp 921-947 (USsR)

In the present survey the author lists those publications of
recent years in which the synthesis and analysis of the
properties of asines is discussed. This relatively eimple class
of organic compounds, which has been known for a long time, has
nevertheless not yet been fully investigated. References 1 - 69
deal with the different applications of azines. The most impor-
tant and, in faot, only praoticable method of syntheasis of
azines is the interaction of two molecules of a carbonyl
compound and a hydrazine molecule by which water is separated
outs

R R R R

TS ~ -~

C=0 New + C s N Nan!

I'i'/ + Hy KH, O-O\RT—hn‘/ ¥ NC\R'
(Refs 10, 16, 22, 25, 28, 37, 42-44, 46, 61, T0-171). Relevant
publications also contain data on other types of formation of
azines. As a rule, however, these are of no practical value

+ 2H

20
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Card 2/3

for the purpose of synthesizing azines. Some of them are of
theoretical interest (Refs 8, 43, 55, 1T, 92, 95y 97y 93, 110,
140, 149, 172 to 213), Aldazines and ketazsines of the aromatio
and alioyclic series are mostly crystalline substances with a
yellowish coloring. The lowest aldazines and ketasines of the
aliphatic series, containing up to 16 carbon atoms, ars liquids
with a weakly yellawish-greenish coloring and a typical sweet
goent, Data concerning the physical propertiea of aldasines and
ketazines are given in references 50, 81, 83, 89, 94, 109, 127,
167, 185, 205, 211, 214 to 236, The double bond betwaen carton
and nitrogen in azines has much in common with the carbon-
oxygen double bond in carbonyl compounds. This accounts for

a number of properties which approach -aldshydes and ketones to
their azines. The formation of salts is not oharacteristic of
aldazines and ketazines of the aliphatic and aliocyclic series,
gince the basic properties of nitrogen atoms are not very
marked in these compounds. Under the influence of acid agents
azines of the aliphatic series engage in various condensation
reactions, as is also the case with aldehydes and ketones. The
formation of salts and complaxes is discussed in references

6, 12, 37, 41, 49, 50, 56, 223, 228, 237 to 256.
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'Aldazines and Ketazines , SOV/74-28-8-2/6

Furthermore, examples of other ohemical properties of aszines
are given: decomposition of azines (Refs 9, 14, 15, 20, 38,
5o, 57, 66, 70-73, 83, 87, 90, 99, 100, 101, 141, 142, 167,
205, 240, 257 to 275); substitution of hydrogen atoms

(Refs 42, 252, 254, 255, 276.%0 280); addition on the carbon-
rdtrogen doudle bond(Refs 16, 17, 19, 21-30, 39-42, 63, 79, 88,
90, 103, 144, 153, 156, 159, 202, 203, 231, 255, 268, 281 to
323); cyclisations and regrouping with a participation of the
o¢ -hydrogen atom (Refs 8, 10, 12, 13, 31=33, 35 .36, 38, 43,
45-50, 70, 72, 115, 132, 168, 237-239, 260, 261, 268, 269,
298, 324 to 329). There are 329 references, €6 of which are
Soviet,

ASSOCIATION: Khimicheskiy f-t MGU im. M. V. Lomonosova
(Dept. of Chemistry of the MGU imeni M. V. Lomonosov)
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< " 'AUTHORS: _Kost, A. N., Grandberg, I. I., S0V/79-29-1-21/74

“Perent'yev, A. P., Milovanova, 5. .
TITLE: Reactions of Hydrazine Derivatives (Reaktsii proizvodnykh
gidrazina) :

XXI. 1-Thiocarboxy Pyrazolines and Their Derivatives
(XXI. 1-Tiokarboksipirazoliny i ikh proizvodnyye)

PERIODICAL: Zhurnal obshchey khimii, 1959, Vol 29, Nr 1, pp 93-97 (USSR)

ABSTRACT: Recently, the derivatives of thiourea were used as sntibiotics
(Ref 1), as poisons ngainst rodents (Ref 2), etc. The salts of
the dithiocarbamic acids are frequently applied in the
analytical chemistry to the separation and quantitative
determination of some cations (Ref 3). The authors synthesized
some phenyl thioureas of the pyrazoline series, the anilides
of the 1-pyrazoline-thiocarboxylic pcids (I - VIII in table 1),
by the reaction of phenyl isothiocyanste with pyrazolines which
possess a nitrogen atom non-substituted in position 1.

card 1/3
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Reactions of Hydrazine Derivatives. SOV/79-29-1-21/74
XXI. 1-Thiocerboxy Pyrazolines and Their Derivatives

N\I;‘ ] C6H51‘aCS N\N/
H

scé—rm-c()n

5

¥hen carbon disulfide was acting in the pyrazolines,
1-pyrazoline dithiocarboxylic ncids were obtained in the form
of sodium salts. They are stable in dry, crystalline state.
On acidification of the aqueous (alkaline!) solution a
decomposition takes place, &s the dithiocarboxylic acids are
unstable (Scheme 2). 0.2 % aqueous solutions of the pyrazoline
dithiocarvonates of sodium remain unchanged for 2-3 days, btut
not at a higher percentsge. It wes found that pyrazoline
dithiocarbonates form internal complex compounds with e number
of metal ions, which might be interesting for anelyticel
chemistry. Their bacterial activity was investigated. The
pyrazoline dithiocarbonates obtained (IX - XVIII, Table 2)
decompose at a temperature which is lower than their nelting
card 2/3 point. Therefore they psssed, according to scheme 3, to the
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Qeactions of Hydrazine Derivatives. SOV/79—29-1-21/74
XXI. 1-Thiocarboxy Pyrazolines and Their Derivetives

ﬁ-qmno-eﬂwiethers with distinctly marked melting point.
There sre 2 tables and 11 references, 8 of which are Soviet.

ASSOCIATION: Moskovskiy gosuderstvennyy universitet i Vsesoyuznyy nauch-
no-issledovatel'skiy khimiko-farmatsevticheskiy ingtitut imeni
S. Ordzhonikidze (Moscow State University and All-Union
Chemico-Pharmaceutical Scientific Resesrch Institute imeni
S. Ordzhonikidze)

SUBHITTED: December 2, 1957
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Kost, A. N., Terent'yev, P. B. sov/79-29-1-72/74
On the Bromination of the Cyclic Ketones by Means of Dioxane
Dibromide (O bromirovanii tsiklicheskikh ketonov s
pomoshch'yu dioksandibromida)

Znhurnal obshchey khimii, 1959, Vol 29, Nr 1, pp 336-339 (USSR)

Recently (Ref 1) I. V. Marchinskaya and A. S. Podberezina
published a paper on the bromination of the cyclic ketones by
means of dioxane dibromide. The authoresses did not succeed
(Refs 2,3) in obtaining monobromo-cyclohexanone wherefrom they
drew the false conclusion that dioxane dibromide cannot be used
in this reaction. The authors, however, state that this method
was tected several times and had delivered clear resulis. The
authoresses carried out bromination not according to a strict
method: first, the brominating cgent and the ketone were not
taken in equimolecular quantities and the ketone was in addi-
tion to this also used for the dioxane dibromide solution
which also increased the proportional quantity of the latter.
Secondly, in the reaction process a itemperature rise (self-
heating of the solution) was permitted which also promoted the
formation of the dibromo ketone., Under these conditions the

APPROVED FOR RELEASE: 06/14/2000 CIA-RDP86-00513R000825210001-2"
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50V/79-29-1-72/74
On the Brominution of the Cyclic Ketones by Means of Dioxane Dibromide

formation of monobromo-cyclohexanone was not to be expected.
According to L. A. Yanovskayus (Refs 2,3) the following condi-
tions had to be observed: 1) The equimolecular amount of
dioxane dibromide must be added in small portion to the solu-
tion of the ketone in ether or dioxane with simultaneous cool-
ing and stirring. 2) In the case of bromination the ketone so-
lution must be cooled with ice. 3) Owing to the small stability
of the a-bromo ketone (formation of resin!) the solvent must
be separated in nitrogen current and vacuum. The yields in
monobromo-cyclohexanone amount in this case, depending on the
skill of the experimentator, between 45 and 65 respectively.
There are 4 Soviet references.

ASSOCIATION: Hoskovskiy gosudarstvennyy universitet (Moscow State Universi-
ty) .

SUBMITTED: August 25, 1956
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AUTIORS: Kost, A. 1i., Konnova, Yu. V., 80V /79-29-2-29/71

Yershov, V. V., Rukhadze, Ye. G.

TITLE: Reactions of Hydrazine Derivatives (Reaktsii proizvodnykh
gidrazina), XXII. 3-Amino-1-aryl Pyrazolines ausd Their
Salicylal Derivatives (XXII. 3-Amiuo-1-ari1pirazoliny i ik
salitsilal'nyye proizvodnyye)

PERIUDICAL: zhurnal obshchey khimii, 1959, Vol 29, Kr 2,
pp 498 - 502 (USSR)

ABSTRACT: It was demonstrated that 3-amino-1-phenyl pyrazoline (I),
which was synthesized by the authors alrcady earlier, disposes,
like some other hydrazine derivatives, of & bactericidal
activity, that is to say, it inhibits the growth of the
bacilli of human tuberculosis. Por this reason the auihors
synthesized according to Duffin and rendall (Ref 2) several
3_amino-1-phenyl pyrazolines by reaction of «w@-unsaturated
nitriles with aryl hydrazines according to the scieme
mentioned. On the basis of some reactions the affiliation
of the unsaturated nitrile apparently takes place in the

Card 1/3 first stage of reaction, whilc cyclization vccurs afterwards.

5 T
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fleactions of Hydrazine Derivatives. XXIT. J-Amino_i-aryl SOV/79-29-2~2;/71
Pyrazolines and Their Salicylal Derivatives

Only small amounts of unstable amincpyrazolines resulted
from the synthesis of Duffin and Kendall {Ref 2), which was
carried out strictly according to gpecifiocations. Hence it
follows that it is more faverable not to carry out the
reaction in ethyl alcohol but in the higher boiling butyl
alcohol. Accordingly, sodium butylale instead of sodium
ethylate was used as catalyst, These modifications of reaction
permitied an increase in the yield of aminepyrazolines by
20-40% (50~80% of the thsorctical one):3-amino-1-n-tolyl
pyrazoline (VI) was obtained by reaction of f2-dimethyl-amino
propionitrile with n-tolyl hydrazine. The most intense acti-
vity against bacilli was exhibited by 1-phenyl-3-aminopyra-
zoline (I). The 3-aminopyrazolines synthesized readily enter
reaction with salicyl—5-bromo salicyl aldehyde and 2-oxy
naphthoic aldehyde under formation of bright-colored salicyl
amines., Their absorption spectra are given in the figure.
Almost all salicyl aminopyrazolines offer precipitations or
a green coloration with salts of trivalent iron; mony of them
Card 2/3 rroduce characteristic precipitations with the salts
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Reactions of Hydrazine Derivatives. XxII. 3-fninoc-i-aryl SOV/73-29-2-29/71
Pyrazolines and Their Salicylal Dorivatives

Cu+2, Ni+2, Co+2, Zn*z, Pb+2, Be+2. There are 3 figures
and 6 refererces, % of which are Soviet,

ASSCCIATION: Moskovskiy gosudarstvennyy universitet (Moscow State Uni-
versi ty)

SUBMIT:ED: December 16, 1957
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AUTHOR: Grandberg, I. I., Kost; A. K. S0V/79-29-2-62/71

TITLE: Investigation of Pyrazoles (Issledovaniye pirazolov), II. Syn-
thesis of K-Phenylpyrazoles ~From the Corresponding Pyrazo-
lines (I1. Sintez F-fenilpirazolov iz sootvetstwuyushchikh pira-
zolinov) 1 T : .-

PERIODICAL: Zhurnal obshchey khimii, 1959, Vol 29, Rr 2, pp 658-662 (USSR)

ABSTRACT: The authors earlier showed (Ref 1) that pyrazolines with a free
NH-group dehydrogenate to pyrazoles on heating with sulphur. In
the work under review this method proved to bte valid also in
the cuse of dehydrogenating N-phenylpyrazolines. They were qb-
tained by the cyclization of ayp-unsaturated carbonyl compounds

" or of the Mannich bases with phenyl hydrazine. Phenyl hydra-
zone, which forms by the reaction of phenyl hydrazine with
a,@-unsat.;zatyd ketones, cyclizes already at 809, within
1-2 hours. ‘n which connection the yield in pyrasolines is al-'
most gqr -tative, Difficulties occur on introducing «,p-un-
saturavef aldehydes. The oyclization of the Mannich basges
(Ref 5) with phenyl hydrazine was sarried out according to
the general method, i.e., by heating f-dimethylaminoketone in

Card 1/3 aqueous solution with an equimolecular amount of hydrochloric

APPROVED FOR RELEASE: 06/14/2000 CIA-RDP86-00513R000825210001-2"



"APPROVED FOR RELEASE: 06/14/2000 CIA-RDP86-00513R000825210001-

Investigation of Pyrazoles. II. Synthesis of SOV/79-29-2-62/71
N-Phenylpyrazoles From the Corresponding Pyrazolines

phenyl hydrazine. The N-phenylpyrazoline separated after
3-5 hours is extracted with ether (yield 60-80 %). All
N-phenylpyrazolines obtained were dehydrogenated as above, i.e.
like pyrazolines with a non-substitute- NH-group. Thus the
dehydrogenation process by meens of sulphur is not connected
with the primary oxidation process on the expenge of the
NH-group hydrogen. Moreover, 1-phenyl-3-acetamidopyrazoline

, (Ref 6) was. dehydrogenated, which led to 1-phenyl-3-acet-
amidopyrazole in a 85 %4 yield. The method suggested is
preferablé to the usual one, as the pyrazoles are obtained
individually and not in the mixture. As done earlier, ab-
gsorption spectra in the ultraviolet range of the synthesized
pyrazoles were taken. (4 Figs, Table). Spectrum analytical
data agree with those contained in publications. There are
4 figures, 1 table, and 16 references, 5 of which are Soviet,
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ASSOCIATION: Moskovskiy gosudarstvennyy universitet (Moscow State University)

SUBMITTED: December 29, 3957
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Grandberg, I. I., Kost, A. K. S0V/79-29-4-12/77
T T~

Investigation of Pyrazoles (Isaledovaniye pirazolov).

IIX.  Addition of the o, fA-Unsaturated Compounds to

the Pyrazoles (III. Prisoyedineniye ol.,p—nepredel'm,'kh

soyedineniy k pirazolam)

%hurn;l obshchey khimii, 1959, Vol 29, Nr 4, pp 1099-1104
USSR

Recently a paper by G. Ya. Kondrat-yeva (Ref 1) was
published which reported on the oxazoles entering the
reaction of Diels-Alder in the form of dienes. The author

_tried to extend this reaction to the pyrazoles. The

compound obtained from 3,5-dimethyl pyrazole (I) with
maleioc anhydride was found to behave like a dibasic-

acid after opering the anhydride by means of water, and thus
it was either produced by the diene synthesis (II) or formed
by the reaction of. the mobile hydrogen atoms in the pyrazole
nucleus (III) or in the NH-group (IV) (Scheme 1). Variant
(III) was to be excluded since also those pyrazoles
substituted in position 4 react as readily. In order to

APPROVED FOR RELEASE: 06/14/2000 CIA-RDP86-00513R000825210001-2"
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Investigation of Pyrazoles. III. Addition of the 80V/79-29-4-12/77
o, ,3-Unsaturated Compounds Onto the Pyrazoles

s8olve the problem whether the end product possesses structure
(I1) or (IV), the reaction cycle of scheme 2 was used. On
the reaction of compound (V) with (VI) the monohydrazone
resulted (VII) which was oyclized to give compound (vi11).
This compound (VIII) proved to be completely identical with
the product of the reaction of acrylnitrile with 3,5-dimethyl
pyrazole (I). In spite of the weakly acid NH group in the
pyrazole the latter affiliates acrylnitrile without alkaline
catalysts. The reaction with maleic anhydride apparently
takes place in the same way. It was thus shown that, in
contrast with oxazole, the pyrazole, thiazole, imidazole
and .isoxazole do not undergo the Diela - Alder reaction.
The pyrazoles with free NH groups are easily added
to the activated double bond. Absorption spectra in the
ultraviolet range were taken of the compounds synthesized
(Fig and Table). There are 1 figure, 1 table, and 3 references,
2 of which are Soviet.
ASSOCIATION: Moskovskiy gosudarstvennyy universitet (Moscow State University)
SUBMITTED: March 3, 1958
Card 2/2
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A ORS s Kost, A. B.; ¥udin, L. G., Terent'yev, A. P.
TITLE: ‘_’S'ﬁl‘tr-osis of the 9,10-Dialkyl Lilolidenes (Sintez 9,10-dial-

killiiolidenov)

PERIODICAL: Zhurnal obsbchey khimii, 1959, Vol 29, Nr 6,
Pr 1949 - 195> (USSR)

ABSTRACT: According to reference 4 2 synthesis of the 1ilolideneas based
on the Pischer reaction was suggested. Compound (II) was synthe-
sized from 1,2,3,4~-tetrahydroquinoline by means of the nitroso
compound (II);its reaction with pyrotartaric acid led to the
hydrazone which with stannous chloride finally ylelded liloli-
dene carboxylic acid. The authors used this method for the syn-
thesis of & series of 9,10-dialkyl lilolidenes-9 according to
the general scheme 1. The troatment of tetrahydroquinoline
with nitrous acid was carried out by means of diluted sulphuric
acid and not with hydrochloric acid (Ref 5) since in this case
a regrouping of the nitroso group into position 6 is possibla.
The ethereal oxtraction of the nitroso compound was washad out
with water for several times since traces of nitric and nitrous
acid produce low yield. The method of reduction described in

Card 1/2 publications (Refs 4,6)leads to low yields in amine (II1) since
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Synthesis of the 9,10-Dialkyl Lilolidenes $ov/79-29-6-39/72

ASSOCIATION:
SUBMITTED:
qud42/g

an elinination of the nitroso group takes place and tetrahydro-
quinoline forms as the main product. For this reason the re-
duction was carried out at 10-15° and in othyl-irnatead of

methyl alcohol. The amine (III) yields in this case increase to
75-80%. The 1-aminotetrahydroquinoline obtained led, in the

case of heating with carbonyl containing compounds to oily
hydrazones which were directly transformed into the lilolidenes.
The zinc chloride used in the Fischer regrouping could not be
ured in the present case because of resinifaction and difficult
purification. In the case of diluted sulphuric acid, however,

the formation of the 1ilolidenes takes Place with yields of
60-95% without resinification. The structure of the synthesized
products was confirmed by the reduction of the compound (IV)

into the compound (V) which was obtained by the reaction of
2,3-dimethy) indoline with trimethylene bromochloride (Scheme 2),
This was also confirmad by the melting of the mixture of the tvo
compounds without temperature decrease and by spectrum ana-
lysis., There nre 1 figure and 8 references, 3 of which are Soviet.
Moskovskiy gonudarstvennyy universitet (Moscow State University)
April 14, 1950
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Kost, A, N., Sheyman, B. M., 807/79-29-7-45/83
~e*g¥entiyev, Ko P.

Synthesis With the Aid of the Nitrile of Acrylic Acid (Sintezy
s pomoshch'yu nitrila akrilovoy kisloty). XXXIII. Cyancethyla-
tion of n-Cresol (XXXIII. Tsianetilirovaniye n-krezola)

Zhurnal obshchey khimii, 1959, Vol 29, Nr 7, pp 2310 - 2314
(USSR)

The authors investigated the synthesis of 6-alkylcoumarins,
starting with the corresponding n-alkylphenols and acryloni-
trile and examined the conditions necessary for the reaction
of n-cresol with acrylonitrile in the presence of A1013. No

reaction took place below 100. CCl4 gsolution had no effect at

thege temperatures. In nitrobenzene solution AlCl3 cauged in-

tense resinification. An equimolar amount of n~cresol and
acrylonitrile without a solvent was saturated with HC1l and then
an equimolar amount of AlClB added. After heating the reaction

mixture for 1 hour at 80° the yield was 16%. Half of the pro-
duct separated as 6-methyl-3,4-dihydrocoumarin (I), the cther
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. Synthesis With the Aid of the Nitrile of Acrylic SOV/79-29-7-45/83
Acid. XXXIII. Cyanoethylation of n-Cresol

half, a fraction boiling at 128-1 330 (at 10 mt ), was a mix-
ture of equal amounts of (I) and, apparently, (IIS, which was
not obtained in pure state.

cH
iy -/ __c:§3/ 232 cHy —Q(X
N\

OH B CN (II) 0o o(1)

The yiold did not increase on further heating and addition of
more AlCl3 and acrylonitrile. When heated for a short time to

200° a liquid fraction only was obtained, bolling at 128-1 330
(at 10 m ). The longer period of reaction therefore leads to
lactone (I). When propionitrile was used instead of acryloni-
trile, molar proportions of the components being maintained,
the yield of lactone (I) rose to 41.4% and 4.3% of nitrile (II)
were obtained. The melting point of (1) differs from that given

in publications. The compound (I) syntheaized by the authors -
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Synthesis With the Aid of the Nitrile of Acrylic SOV/79-29-7-45/83
Acid. XXXIII.Cyanoethylation of n-Cresol

contruxy to the results given in reference 6 - exhibits typical
properties of 3,4~dihydrocoumarin (Scheme 2 with interpretation).
There are 11 references, 4 of which are Soviet.

ASSOCIATION: Moskovskiy gosudarstvennyy universitet (Moscow State Univeraity)

SUBMITTED: June 18, 1958
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S0v/79-29-8-17/81
Grandberg, I. I., Kost, A. N.! Yaguzhinskiy, L. S.

Investigaticn of Pyrazoles. IV. A New Method of Synthesizing
the Tetrahydroindazoles and Indazoles

%hurngl obshchey khimii, 1959, Vol 29, Nr 8, pp 2537-2541
USSR

In addition to previous papers (Refs 1,2) ths authors described
in the present paper the dehydrogenation of 3,4- and 4,5-

tetramethylene-pyrazolines with sulfur, in which connection
the dehydrogenation was found to tske place first on the

pyrazoline ring to form the 4,5,6,7-tetrahydroindazoles. The
latter are transformed on further heating with excess sulfur
into the indazoles themselves:

x S 2
g —S> N

NH (11)
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Investigation of Pyrazoles. IV. A New Method of Synthesizing the Tetrahydro-
indazoles and Indazoles

Thus the 3,4-tetramethylene pyrazoline (Ref 3) forms compound
(I) in a 56% yield, and further the indazole (II). Compound
(IITI) obtained according to scheme 2 is transformed on dehydro-
.genation to give the compounda (IV) and (V). The synthesis of
the particularly intereating initial tetramethylene pyrazolines
hitherto unknown, which are substituted in position 1, was
carried out according to scheme 4. In this way compounds (VI)
and (VII) resulted in good yield. In the case of phenylhydrazine
the reaction proceeds under formation of different products
according to the conditions. The yield in compound (VIII) was
only 21%. On heating these pyrazolines(VI)-(VIII) with equi-
molar quantities of sulfur up to 220-270°, hydrogen sulfide
develops, and the corresponding tetrahydroindazoles are formed
(40-70%). After 1-1.5 hours, the evolution of HQS stops and

the reaction is finished. If the pyrazoline is not heated with

1 mole but with 3 moles of sulfur, the transformation into the

indazoles is continued, but with very small yields (10-20%).
Card 2/3 Gradual dehydrogenation proved to be most useful: first up to
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S0V/79-29-8-17/81
Investigation of Pyrazoles. IV. A New Method of Synthesizing the Tetrahydro-
indazoles and Indazoles

the tetrahydroindazoles which were separated and converted, on
further heating with sulfur, to give the indazoles. This method
Yields pure products, " though in small yields (26—35%). Con-
pound (VII) undergoes complicated transformationsiby complete

. dehydrogenation, All resultant pyrazolines and pyrazoles were

. charaoterized by means of absorption spectra in ultraviolet-

light, and were in accordance with those described in publi-
cations (Refs 2-5). The spectra, the data of which are presented
in the table, were taken by V. I. Bogomolova on the SF-4-
spectrophotometer, There are 1 table and 10 references, 3 of
which are Soviet. . .

ASSOCIATION: Mogkovskiy gosudarstvennyy universitet (Moscow State University)

SUBMITTED: July 11, 1958
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Sov/80-32-10-42/51

Kost, A. N pPertsov, L. D., Yudin, L. G.,

Karinkln, 8. F.

Brief Communications, Catalytic Hydrogenation of
Quinoline

zhurnal prilladnoy khimii, 1959, Vol 32, WNr 10,
pp 2349-2351 (USSR)

Nickel on chromic oxide is used as an industrial
catalyst for the hydrogenation of quinoline. The
above catalyst is very effective, The hydrogenation
already starts at 90° and 80 atm pressure. Two at-
tempts were made to hydrogenate quinoline: 1) Hydro-
gen was introduced into the reactor at 50 atm pressure,
The reaction was carried out at 110-115° and 100 atm
pressure for 10 hr, 101% of catalyzate was obtained,
calculated on the starting material. After vacuunm
distillation 7.84 of cis- and trans-decalin and 85.3%
of 1,2,3,4-tetralin were obtained.
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Brief Communications, Catalytic (%h9?
Hgg"og:nation of Quinoline S0V/80-32-10-42/51

(j} j / /:r r
N N

m CH, [ g—cn, /\--c:ua
LJiN —cl, |/ h—CH, —cm, \/—\u,

!

0 -
2) The reaction was carried out at 105-110° and at
100 atm pressure. 102.5% of catalyzate was obtained,
calculated on the starting material., After distil-
lation 96.4% of 1,2,3,4-tetralin and 2% of decalin
were obtained. The residue (about l%) was a tar-like
product. There are 16 references, 7 Soviet, 4 German,
3 U.S., 1 Japanese, 1 Italian. The 3 U.S. references
are: Travis, B., Morton, F., Jones, H., Robinson,
J., J. Econ. Entomol., 42, 686 (1949); Gouck, H.,

Card 2/3 Gilbert, J., ibid, 48, u99 (1955); Adkins, H.,
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Brief-somsunications. Catalytic 75693
Hydrogenation of Quinoline 30V/30-32-10-42/51
Billica, H., J. Am, Chem. Soc., 70, 695 (1948).
SUBMITTED: June 9, 1958
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AUTHCRS: D. shirsely

Wakkapatzas, L A., Lavrest‘yev, ¥.1.,

Bayxovn, Ye. P, Kost, A. %., Yearstov, v.

terfrev. .20
)

of Scre Przarci ~n‘.473:$ ves

TITLE, Antioxidising Properts

PERIODICALt I
%o. 35, pp. 63-7¢

TEIT: In the authers' opialon, the stability o.\lvnhﬂnlhcll.m:.o oxidaticn
1s n most important probdlen. They trerefore stultied Sthe wntlcsilising
proparties of sase pyragelize 4derivatives tn thelr capasity iehibitors .
ene mutbnre firet obtainel ru ous pyrazelines kavies a9 sate taanta in
postaien 1, and than suck raring diffezeat sutztituents in this peattion.
The faliceing cospounds vere syoiheslzed gceatdle snkiditew
f-carbantde-3-phenys prrarsiics, 1-presyl cartastdn-toshenyled.othyl.
pyrasolin Y.trtocart c=:i4.1,5,5-trimetkyl pyrazoline, 1-phenyl tato-
carbexidn-3,9,5-tzsdce 2%y, pirssoline, tophasyl thiccarisoiia-l-metlyl-
§,5-peztasetbylene prraisline, 1epheryl teiecardaztidc -3, 5-tighenyd
pyrazolice, 1,%,5-¢r1¢hony: prreolice, N.azino-3.phenyl prrazoline.

" Card V/3

tiya vyashikk ucrebrykh ravedentiy. ¥ale' o gas, 1943, |

Derfivatives of phenyl talozartanzties of wartieur pyT ralines wor» o¥tained
ty the nction of phergyl fsethiccyanmate upen theze pyr.oslines (Ref. ).
In w sistilar masner, the fellowirg ccapounds sere ctimlred fres the sor-
respondtag pyrasolines: t.carbaaidn-S-phesyl prrazeline asd t.pheayl
carbasidn-3-phenyl-2-etkyl grrazoline {Raf. 2). 3-mmtno-t-ghenyl
pyresoline
1,3,5-triphenyl pyrazolice vz obial @1 by interaction of benzal aceto-
pheneze apd pheayl hydrazine (nef. 7). The officten:y of the preparations
exsmined vae estisated by coaparing Thelr irhititimg effect eith tre
effect of para-oxy diphazyl szine, which ens taken s & standard, a» vell
s wish the effect of 2,5-4itertisry butyl-d-aethyl shencl Tvo sazples
of metor I A and B were Seken, the propertiey 2f which are given in
o4ble 1. Sanple &4 wam pregared by intermizing o3jual asounte ef fresh
d1a8i1late of thermezcracking and of tie bYengene-ligroin fraciton.

Saeple B war propared by iastersizing the sase ameurss in a retle of

30 & 70. Beth samples vare (nkibited ¥y varicus a2d1%tons oo the day of
their preparation. The additions were allneel * . lis3elvm in the moter
fusls ky being atfded s deniene solutiens, Beszees waa takes i€ aD asount
of ~ 0.1 ¢f the fusl velume. The affe:s of stertlity of saxples A and B

‘Cara 2/3

was exarined firet. Yor ihis purpose the authars studted the trhidbited
astar fuel for its stadelity to exddmtion by detersining the foductian

periel en the basie of [T £0%9-48 (GOST 4010-49) within 5§ b. The contert

of peteniial resins im tha soter fuel was {etarzined fiext, Resulta shee
that prrereline dorivative sazples Rave o censtdarable 1ahiditing
effect. The beat resulte vers yislded ty the use of 1-phenyl shie-
eardanido-3,5,5-trimethyl prrasoline. In the mple inhidited with this
subsience, the resin forsstion appesced snly sftes teo zanths, while .
resins ia a neninhibited sasple increaned eith uninterruptel tatensity
througtout the vhole storage time. Trere are 3 ¢sbles and 7 referencent
% Soviet, 1 U3, and Cersan.

ASSOCIATION: Moskovskiy gosudarsivennyy anivaraitet is. ¥. Y. lemsnosova

Mnnsman Jinte Universioy 3s9n] ¥ V. Lmzonousy) GrozXIX

Groznyy Pelruisum netivy

SUBMITTED: September 3, 1959

card 3/

a3 synthesized from scryisnitrile ard pheny) tydrazine (Ref.£).
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ZOI.OTARBV, Ie.lh.; !UDIN, L.G.; KALAKUTSKAYA, T.V.; K‘BT, A.N.

s Testing of repellents, Report No,7:1219-222 '60,
(QUINOLINE)

(MIRA 13:12)

32

APPROVED FOR RELEASE: 06/14/2000 CIA-RDP86-00513R000825210001-2"



"APPROVED FOR RELEASE: 06/14/2000 CIA-RDP86 00513R000825210001 2

_ L R B T e S S o T s S T l
= — s = 5 P . L

B .

DOROGOCHINSKIY, A.Z.; NAKHAPETYAN, L.A.; LAVRENT'YEV, V.Y.; BOYKOVA, Ye.P.;
KOST, A.N.; YERSHOV, V.V.

Antioxidant properties of some derivatives of pyrazoline. Izv.
vys,ucheb.zav.; neft'i gaz 3 no.3:60-71 160, (MIRA 14:10)

1. Moskovakly gosudarstiveanyy universitet imeni M,V.Lomonosova i
Groanenskiy nauchmo-issledovatel'skiy neftyanoy institut.
(Pyrazoline)
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KOST, A.N.; KUDRIN, A.N.; TERRNT'YRY, P.3.: YERSHOY, V.V.

Hexamethylenimine ketones, a new class of local anesthetics. Vegt,
Mosk.un.Ser. 2: Khim. 15 00.3:66-69 My-Ja '60. (MIRA 13:8)

1. Kafedra organicheskoy khimii { kafedra farmakologii Byasanskogo
meditainskogo instituta.

(Ketones) (Hexamethylenimine) (Anesthetics)
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_KOST, A.N.; PEDDER, M.L.; KALAKUTSKAYA, T.V.; BURINOVA, L.I.;
~—ZOLOT:REV, Ye.kh.

Hepellents. Part 8: Insect-repellent effact of some esters and
glycols. Vest.Mosk.un.Ser, 2: Khim, 15 no0.3:70-74 My-Je
160. (MIRA 13:8)

1. 8afedra organicheskoy khimii { entomologii Moskovskogo
universiteta, TSentral'nyy nauchno-iseledovatel'skiy institut
dezinfektaii i Vsesoyuznyy nauchno-isaledovatel'skiy institut g
plasticheskikh mass.
(Insect baits and repellents)
(Phthalic acid)
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SHEYHAH. Bo“-i KOST. ApNt

Cyanoethylation of the nucleus of P-allcyphenols. Vest. Mosks um..
Ser. 2: Knim. 15 no.5:65-68 5-0 '60. (MIRA 13:11)

1. Moskovskiy gosudarstvennyy universitet, kafsdra khimicheskoy
tekhnologii i organicheskoy khimii.
(Phenols) (Cyanoethylation)
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(KIBI- 13:6)

1. Khimicheskiy falml'tet Moskovakogo gosudarstvennogo
universitets imeni M,¥, Lomonosova,
(Pyridine)
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5.3610 77383
SOW/ZQ-30-1-H4/78
AUTHORS: Grandberg, L. I., Kost, A. N.
Wb, A. W.
TITLE: Investligatlions of the Pyrazole Serles. V. Synthesis

of 4-Benzoylpyrazoles

PERIODICAL: Zhurnal obshchey khimii, 1960, Vol 30, Nr 1, pp 203-
208 (USSR)

ABSTRACT: The known reaction of l-phenylpyrazole with benzoyl
chloride was investigated. It was established that
not only l-phenylpyrazole but also l-alkylpyrazoles
reacted easlly wlth benzoyl chloride on heating to
190-200° C, Thus, 1,3,5-trimethylpvrazole on bolling
with benzoyl cnhloride gave %,3,5—trimethyl—4-benzoyl-
pyrazole (yleld 94%; bp 201" C (13 mm); its picrate
had mp 135-136° C, from 80% alcohol); l-ethyl-3,5-
dimethylpyrazole gave l-ethyl-3,5-dimethyl- -benzoyl-
pyrazole (yleld 67%; bp 198-2000 C (13 mm); its

plcrate nad mp 106° C, from 80% alcohol); 1-benzyl-
Card 1/4 3,5-dimethylpyrazole gave l-benzyl-3,5-dimethyl-4-
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Investigations of the Pyrazole Series. 77383
V. Synthesis of 4-Benzoylpyrazoles SOV/79-30-1-44/78

Card 2/4

benzoylpyrazole (yleld 84%; bp 24 -252° ¢ (13 mm);

1ts plcrate had mp 84-85° ¢, from absolute ether);
l-phenyl-3,5-dimethylpyrazole gave l-phenyl-3,5-
dimeth l-h—benzoylgyrazole (vield 83%; bp 254-257° C -
(23 mm); mp 99-100° C, from petroleum ether; does not
form a picrate). The above reactions were completed in
boiling for 12 hr, The introduction of methyl groups
in 3~ and 5-position facllitated the reaction, as
evidenced by l-phenyl-3-methylpyrazole waich on 12 hg
gave l-phenyl-3-methyl-4-benzoylpyrazole (bp 238-243

¢ (28 mm); mp 136° C, from petroleum ether) in only
12% yield (on heating for 30 nr, a yield of 60% was
odbtained); waereas l-phenyl-3,5-dimethylpyrazole was
benzoylated in 83% yield in 12 hr. Steric hindrance,
or the effect of electronegatlive substituents, re-
qalred a much higher temperature of reactlion. Thus,
1-3,5-triphenylpyrazole gave 1,3,5-triphenyl-4-benzoyl-
pyrazole on heating for 10 hr 1n a sealed ampoule

at 270° ¢ (yleld 81%; mp 171-172° C, from petroleum
ether), and l-phenyl-3-methyl-5-chloropyrazole on

APPROVED FOR RELEASE: 06/14/2000 CIA-RDP86-00513R000825210001-2"
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Investigations of the Pyrazole Serles, 77383
V. Synthesis of 4-Benzoylpyrazoles S0V/79-30-1-44 /78

Card 3/4

heating for 8 hr in a sealed ampoule at 260-270° ¢
ave l-phenyl-3-methyl-4-benzoyl-5-chloro yrazole
yleld 53%; bp 247-254° ¢ (22 mm); mp 85-86° C, from
petroleum ether). The last two reactions could not
be effected in an open vessel. the structure of the
above benzoylpyrazoles was confirmed by their re-
duction (Kishner method) to U-benzylpyrazoles, and by
a parallel synthesis of li-benzylpyrazoles by condensa-
tlon of l-benzyl-l-acetylacetone with the correspond-
inz alkylhydrazines.
t
CelI;CHI,CI(COCH,)s + LN, Hly —>
CHyCell,, ' COC,l, P

R B
—»mh-{N/ ﬁﬂicm-\N)

| |
R R

The absorption spectra of all the investigated

Card 4/4
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5.3510 77384
SOV/79~30—1—45/78

AUTHORS: Grandberg, I. L., Kost, A. N.

TITLE: Investigation of the Pyrazole Series., VI, Synthesis

of 1l-Alkylpyrazoles With Asymmetric Distribution of
Substituents in the Ring

PERIODICAL: Zhurnal obshchey khimii, 1960, Vol 30, Nr 1, pp 208-

212 (USSR)
ABSTRACT: A synthesls of l—alkylpyrazoles with substituents in
3- and ll-position, and 4- and 5-position in the pyrazole

ring, was developed by the authors. Pyrazolines
obtalned by the previously described method (ZhOkh,
1956, Vol 26, p 2319; ibid., 1957, Vol 27, p 1722)
were N-alkylated with alkyl bromlde in the presence
of K2CO3, and dehydrogenated subsequently by heating

with sulfur (ZhOKh, 1958, Vol 28, p 3071) to 1-
alkylpyrazoles:

Card 1/4
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Investigation of the Pyrazole Series. 77384
VI. SOV,/79-30-1-45/78
a2 R? R? .
i ! ! "
| (!4 ' opia l l& v A, k 1&
“3—\N/ R\COs l\3—\N/ = N
k h h

1 . n " n 1t
(abstracter's note: R,C03 should read "K,CO3).

_ Tne followl 1-alkylpyrazoles were synthesized:

(1) 1-butyl- —ethyl-5-propylpyrazole; (2) l-propyl-
3-ethyl- -methyl-pyrazole; (3) 1-1soamy1-3-methy1-5-
isopropylpyrazole; (4) l,5—dipropy1-M-ethylpyrazole;
(5) l-1soamyl—4-ethyl-S-propylpyrazole; (6) 1-isobutyl-
ljZethyl-5-propylpyrazole; ) 1-1soamyl-4-isopropyl-
5-1sobutylpyrazole; (8) 1-butyl—h—isopropyl-B-isobutyl-
pyrazole; and (9) 1,5—diisobuty1-H—isoprOpylpyrazole.
The physlcal and chemical constants of the l-alkyl-
pyrazolines and -pyrazoles (see Table 2) are tabulated.
There are 2 tables; 1 figure; and 12 references, 1

A "
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| igat razole Series 77384
%;vestigation of the Py SOV/?9-30-1-M5/78

French, 8 German, 3 Sovlet.

ASSOCIATION: Moscow State University (Moskovskly gosudarstvenny
universitet)

SUBMITTED: January 9, 1959
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718717
S0V/19-30-2-28 /18

XXVII. o0on-

AUTHORS: Kost, A. N., Golubevy, Q.
| -
TITLES: Reactlons of Hydrazine Derivatlves,
cerning the Reduction and dlkylation of Pyravollines
PERICDICAL: Zhurnal obshchey khimii, 1960, Vol 30, Nr 2, pp 494 .49
pp A94-hgr  (USSR)
ABSTRACT:

Zn with HCY, organomagnesiwn compounds {methylmagnesium

lodide, allylmagnesium bromide, benzylmagnesium bromide)

and metallie sodlum in butyl or ethyi :#leohol,
reduce j,S,S—trimcthy]-l-phenylpyvazoiine.

do not
However,

metatlic sodium in butvl alcohol reacts with 1,3,
5—tr1methyl—1—phcnylpyvunoLjne (L) forming anilin

(56.5% yielq)

Analogously, froum l,j,5~tvlphenylpyvu-

zoline, 1,3-diphenylpropane was obtained in 56.5%

yleld. Callig=3 Nanon
b | oty TR
\nN/

ée"s
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Reactions of Hydraz ine Derivatives,.
XXV1ii. Councerning the Reduction
and Alkylation of Pyrazclines
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T78(7
SOV /(9-30-2-28 /78

3,3,S-Trimethyl—l-fovmylpyrnxolinc In the presence
of excess anhydrsus formle aeld, Leobutyrle nnd
isovaleric aldehydes, and eyelopentanone, not

undergo the Leuckhart reaction.

The attempt to

alkylate H,4~d[methyl—5—[30propylpyrnxollnc with the

above aldehydes wan aluo unsucceenstal,
benzaldehyde reacts with 3,1
forming 5,5,5-tr1methy1-1-h

However,

sH-trimethylpyrazol ine,
enzylpyrazoline (I), in 30%

yield. 'There are 11 refervences, O Soviet, 1 ltalian,

3 German, 1 Japanese.

CALUHEN N o Gily—G~CH Chty
Ty e 3 . .
g é./( I 3 N /( ”3
\en SNINCH,
Gilay ¢
i

NG CILGH0 | neoon

Card 2/5
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The rolloviing compounds were
similarly prepared:

Compound

1 1-formyl-
-H-methyl
-3,5- di-
ethylpyra-
zoline

2 1-formyl-
h-tsopro-

! nyl-5-1s80-
butylpyra-
7zciive

3 1-formyl -
-U,R-dih
methyl-5-
-isopropyl-
pyrazoline

Card 3/5

Reacted
with

benzaldehyde

and HCOOH

benzalde-
hyde

benzalde-
hyde

1977

Yield
in %

methyl-3, 31
5-diethyl-
-1-benzyl-
pyrazoline

Product

t-1gopro- 39
pyl-5-1iso0-
butyl-1-
~-benzyl -
pyrazo-

line

b,4-d1- 59
methyl-
-5-isopro-
pyl-1-
henzylpyra-
“oline

CIA-RDP86-00513R000825210001-2

SO7/19-50-5-28/18

bp/pr nD2O
in mm
101-164/16 1.5251
182-185/13 1.5110
151-152/18 1.5092

20
}

0.9820

0.9453

0.9563
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The following compounds were
similarly prepared:

Compound Reacted
with
4 1-formyl- benzalde-

~h-ethyl- hyde
-5-propyl--
pyrazoline

5 1-formyl- cumalde-
b, h-g1- hyde
methyl-
-5-is0-
propyl-
pyrazo-
line

6 1-formyl- cumalde -

-3:515't7~'i"
methylpyra-
zoline

hyde

Card 4/5
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77877 Sov/79-30-2-28/78
20
Yield
in %
4-ethyl 5y 23
-propyl-

~-l-benzyl-
pyrazoline

Product bp/or np

164-168/17 1.5089

4,4-d1-
methyl-5-
~isopropyl-
-1-p-1so-
propylben-
zylpyrazo-
line

49,6 159-162/8 1.5089

%,3,5-tel- B80T 157-1858/7 1.5212
methyli-l-p-
-itgopropnyl-
benzylpyra-

wollne

"APPROVED FOR RELEASE: 06/14/2000 CIA-RDP86-00513R000825210001-2
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Reactions of Hydrazine Derivatlives. TI8TY
XXVII. Concerning uwhe Reduction SOV /79-30-2 -28 /78
and Alkylation of Pyrazolines /19-3 /7

ASSOCIATION: Moscow State Universlty (Moskovskly gosudarstvennyy
universitet) ”
SUBMLTTED: January 23, 1959

Card 5/5
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5.3610 . 77878
SOV/74$-30-2-2G,/78
AUTHORS: Kost, A. N.,Suminov, S. 1., Yershov, V. V.
———
TITLE: Reactlions of Hydrazine Derivatives. XXVIILI. Cyano-

ethylation of Pyrazollues With Acrylonltrlles

PERIODICAL: Zhurnal obshchey khimii, 1960, Vol 30, Nr 2,
pp 498-501 (USSR)

ABSTRACT: The reaction between acrylonlitrile and pyrazoline in the
presence of an aqueous solutilon of NH401 was studiled.

The above reaction involves the H at Nl'

Card 1/}
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React;iorl,s of Hydrazine Derivatives. XXVIII. 77578 ‘
50V/79-30-2-29/78
v P2t !
‘ (TP —
il N2 citmcieoy E <lli
N /“" 1,0 N /,m
N S A

v RO =3 [z CHYp R o= RV 2= ),

R=R'=H; R'=zCll,; L= = C,yHy,

Ro== R = 1= 1 R = Clhys I =2 Gyl

EVI o= 7= §1; RU= RY = CHy: R =50 <Cylls.

{y) R=R's RI= H; W= 8200, NV = vL0-C i,
1) Rz [ =s RY¥= Y= Hy B = Oy,

) Re=Colly; RY=RY == K== R' == H,

r
i
(

184

Gl CILGN

There are 8 references, 7 Sovlet, 1 German.

ASSOCIATION:

universitet)
SUBMITTED: February 12, 1959
Card 2/4

Moscow State University (Moskovskly gosudarstvennyy
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Reactions of Hydrazine Derivatives. XXVIII. ggv}79_30-2-29/78

The obtained products and their propertles are glven
below:

20 420
Obtained Product bp/mm pr. ¥1eiq D m

I
1-(/J —cyancetnyl)-3,5,5-trimethyl 156-1210/10] 71.5 | 1.4735| 0.9689
pyrerzoline (I)

1-( 3-cyanoethyl)-5-methyl-3,5- [116-119°/3 | 14 1.4753 | 0.9586
diethylpyrazoline (II)

1-(B—cyanoethy1—4—ethy1— 121_1220/3 4.1 1.4743 0.9567
5-propylpyrazoline (111)

. .ol
1—(,8 -cyanoethyl)-4,4-dimethyl-5- 118-119°/6 | 59.3 1.4702 | 0.9422
1sopropylpyrazoline (IV)

1-([3 -cyanoethyl)-4-1sopropyl-5- 127-130°/3 | 63.8 | 1.4703 | 0.9274
isdbutylpyrazoline (V)

Card 3/4
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Ree'tcvtions of Hydrazine Derivatives. XXVIII. 77878
S0V/79-30-2-29/78

1-( B-cyanoeth 1)-5-phenyl- 175-180/8 54 .8 - -

pyrazoline (VI

1-(f3 -cyanoethyl)-3-phenyl- 195-205/4 | 70.4 - -

pyrazoline (VII)

card 4/b
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-8/079/60/030/007/012/020

B0OO01/B067
AUTHORS: Kost, A. N., Suminov, S. I., Sagitullin, R. S.,
“"fershov, V. V. 8
TITLE: Reactiong of Hydrazine Derivatives.XXIX.Cyanoethylation
of Pyrazolones 9 .
PERIODICAL: Zhurnal obshchey khimii, 1960, Vol. 30, No. 7, 2{

pPp. 2286 - 2291

TEXT: The cyanoethylation of the pyrazolones has hitherto not been de-~
scribed; there are even indications (Ref. 1) that 1-phenyl-3-methyl pyra-
zolone does not react with acrylic nitrile. The present,experiments how-
ever, show that pyrazolones readily add acrylic nitrileqin the presence
of alkali lyes. To render the determination of the structure casier (ad-
dition to the hydroxyl group or methylene group in position 4) pyra-
zolones were synthesized with a B-cyanoethyl group in position 1 or 4.
For synthesizing 1-(B-oyanoathyn—pyrazolones—5 the reaction of B-hydra-
zine propionitrile was made with esters of p-ketonic acids. A German and
an American patent indicate that 3.methyl-1~-(p~-cyanoethyl)-pyrazolone-5

Card 1/3
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Reactions of Hydrazine Derivatives.XXIX. 8/079/60/030/007/012/020
Cyanoethylation of Pyrazolones B0O1/B067

and 3-phenyl-1-(B-cyanocethyl)-pyrazolone-5 may be obtained by this meth-
od (Refs. 2,3). According to,the data of the preasent paper the reaction

of p-hydrazine propionitrile \vith the esters of various f-ketonic acids

in aloohol, under skort boiling, leads to the corresponding 1-(p-cyano-
ethyl)~3,4~dialkyl -pyrazolones=5 (65-95% yield) (Scheme 1). The synthesis
of pyrazolones with the f-cyanoethyl group in position 4 was based on
monocyanoethylated acetoacetic ester aad the corresponding hydrazines
(Scheme 2). According to data by W. Krohs (Ref. 4) 3-methyl-pyrazolone-5
was reacted with p-chloro propionitrile in alkaline medium under condi-
tions which permit a full enolization of pyrazolone (an equivalent amount
of sodium in tertiary butyl alcohol) with the formation of twn products
(X) and (XI) which were seperated by fractional orystallization. These b//
compounds had the same empirical formula which corregponds to the mono- —
cyanoethylated product. With iron chloride they did not produce the
violet color characteristic of the enol form. They differed, however,
by their melting points and the solubility in water. A test melting of
a mixture of the two products showed no temperature depression. Com-
pounds (X) and (XI) show the same infrared spectra whose lines are
characteristic of C=N and C = N (in the ring) whereas the lines of the

Card 2/3
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Reactions of Hydrazine Derivatives.XXIX. s/079/60/030/007/012/020
Cyanoethylation of Pyrazolones B0OO1/BO67

carbonyl group are lacking. On the basis-of these and furthor studies

the structure of the p-cyanoethyl ethers of 3-methyl-5~-oxypyrazole

could be ascribed to compounds (X) and (XI), and their difference could
be explained by the presence of crystalline.modifications (scheme 3).
There are ] references: 2 Soviet, 2 US; and 3 German. -

ASSOCIATION: Moskovskiy gosudaratvennyy universitet (Moscow State
University)

SUBMITTED: July 15, 1959
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TERENT'YEV, A.P.; VIKTOROVA, Ye.A.; YRSRL'SON, B.M.; KOST, A.N.;
YERSHOV, V.V. i -

Inner.complex compounds as contact insectizides. Zhur.obd.
khim. 30 no.7:2422-2427 J1 '60 (MIBA 13:7)

1. Moskovskiy gosudarstvennyy universitet.
(Complex compounds) (Insecticides)
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s/o73460/oso/ooa/ooz/ooe
B004/B064

AUTHORS: Kost, A. R.ln’!orent'yev. A. P., Vinogradova, Ye. V.
Terent'yev, P. B« Yershov, V. V.

TITLE: Addition of Aromatic Amines and Phenyl Bxdrazine?to
2-loth11-5-ng1 Pyridine 1

PERIODICAL: Zhurnal obshchey khimii, 1960, Vol. 30, Ko. 8,
pp. 2556 - 2562

TEXT: 2-methyl-5-vinyl pyridine reacts when heated with aniline in the \/
presence of metallic sodium under the formation of 2-methyl-5-~(2-phenyl
apinoethyl)~-pyridine (I):

. . Na * .
CH5-0535E-05-0H2 + 32N0685 -> CHB-C‘).B’N-CH?_CHZHHC6H5. 8imilar reactions

ocour with ethyl aniline, 0-, m-, and p-toluidine, o- and p-anisidine,
with p-compounds reacting more easily. A low yield in the addition
product was obtained with p-naphthyl amine. It was not possible to
igolate the weaction product with p-phenylene diamine. A decrease in the
basicity of the amino group reduces the capabhility of addition. While

Card 1/4
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Addition of Aromatic Amines and Phenyl s/079/60/030/008/002/008
Hydrazine to 2-Methyl-5-vinyl Pyridine B004 /B064

diphenyl anmine, o-nitroaniline, indole, acetamide, and phthalimide se-
act with a-vinyl pyridine, no reaction took place with the B-vinyl
pyridine used by the authors. Kor did a reaction take place with aceto~
acetic ester, ethanol, butanol, phenol, and sodium bisulfite. A by-
product with a high boiling point, N,N-bis[2-(2-methy1pyridy1-5)-ethyﬂ
-p-toluidine (structural formula 2) was obtained with p-toluidine. Its
structure could be proved a) by the lacking N-H absorption band in the
infrared spectrum, b) by the imporeibility of carrying out ecylation. U//
The N-nitroso compound was obtaiaed from I with HNOZ, which could be

reduced to the N-amino c?npo;md °H3°553“‘°Hzcnzg§:655 (3). Compound 3

was also obtained by direct addition of phenyl hydrazine to 2-methyl«5
-vinyl pyridine. Corresponding to a typical aryl hydrazine a re-arrange-
ment according to Fischer takes place in cyclohexanone under the forma-
tion of N-[2.(2-methyl pyridyl-5 -ethyl] -1,2,3,4-tetrahydrocarbazole (4).
The experimental part 1ists the synthesis of the following compounds:
2-methyl-5~(2-phenyl aminoethyl)-pyridine; 2-methyl~5-(N-formy1-2—phony1
-aminoethyl)-pyridine; 2-methyl-5-(K—acetyl-Z-phenyl aminoethyl)~-pyridine;

APPROVED FOR RELEASE: 06/14/2000 CIA-RDP86-00513R000825210001-2"
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Addition of Aromatic Amines and Phenyl s/079,/$0/030/008/002/008
Hydrazine to 2«Methyl-5-vinyl Pyridine B004 /1064

2-methyl-5-(N-benzoyl-2=phenyl aminoethyl)-pyridine; 2-methyl-5-(N-ni-
troso-2-phenyl aminqethyl)-pyridine; 2-methy1-5-(ZoOutolylaminoethyl)
-pyridine and the respective N-zcetyl compound; the corresponding m- and
p-tolylamino compounds; 2-methyl-5=(2-0o-anisylamino ethyl)-pyridine;

the respeotive K-acetyl compound and the corresponding p-anisyl anino
compounds 2-methyl~5-(N-ethyl-2-phenyl aminoethyl)~pyridine; 2-methyl
-5-[2-(N-p-nitroaophenyl-N-ethyl amino)-ethyl] -pyridine; 2-methyl-5
-(2-p-naphthyl aginoethyl )-pyridine} 2-methyl-5-(N-amino-2-phenyl amino-
ethyl)-pyridine; N-[2-(2-methyl pyridyl-5)-ethyl] -1,2,3,4-tetrahydro-
carbazole. The majority of the substances synthesized are highly vie-
cous oila. Experiments made at the Kafedra farmakologii Minskogo
meditsinskogo instituta (Chair of Pharmacology of the Minsk Medical
Institute) led to the finding that peritoneal injection of the hydro-
chlorides of these compounds in mice leads to the excitation of the
parasympathetic nervous system (muscarine and nicqtine effect). The
toxicity (LD,,,) is between 300 and 500 mg/kg live weight. Nitroso

groups in para position jnorease the toxicity by its five-fold. Iodo-

methylates are more toxic than hydrochlorides. There are 4 non~Soviet
references.
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GRANDBERG, I.I.; KOST, A.N.; SIBIRYAKOVA, D.V.

Pyrasoles, Part 8: Synthesis of furylpyragoles. Ehur. ob. khil.l.
30 no.9:2920-2925 S '6C. (MIRA 13:9)

1. Moskovskiy gosudarstvennyy universitet.
(Pyrazole)
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Prrasoles. Part 9: New method of synthesizing pyrasoledardexylic
aclds. Zhur. ob, khim,.30 no.9:2925-2931 S 60, (MLA 13:9)

1, Moskovskiy gosudarstvennyy universitet.
(Pyrasolecarboxylic acid)
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GRANDBERG, I.I.; KOST, A.N.; ZHELTIXKOVA, N.N.

alts,
azoles, Part 10: Interaction between pyrazoles and mercury 8
gﬁr. ob. khim. 30 n0.9:2931-2941 S '60. (MIRA 13:9)

1. Moskovskiy gosudaratvennyy universitot.
(Pyrazole) (Mercury compounds)
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Pyrazoles. Part 3: Alkylation of pyrazoles, Zhur, ob
n0.9:2942-2946 S 160. (MIRA 13:9)

1. Moskovskiy gosudarstvennyy universitet..
“ (Pyrasole) (Alkylation)
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GRANDBERG, I.I.; KOST, A.N.; YAGUZHINSKXY, L.S.
et

Reactions of hydrazine derivatives. Part 30: Case of an anomalous
course of the Fischer reaction in the tetrahydrocarhazole series.
Zhur. ob. khim. 30 no.9:3108-3111 8§ '60. (MIRA 13:9)

1. Moskovksiy gosudart tvepnyy universitet,
(Cartazole) (CGyclohexanone) (Hydrazine)
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AUTHORS: Kost, A. N., Sagitullin, R. S., Sun' Yuy-shan'

TITLE: Reactions of: drazin&jneriiatives. XXXI. Some f-Aryl-
ethyl Hydrazines d Corresponding Pyrazolones q

PERIODICAL: Zhurnal obshchey khimii, 1960, Vol. 30, No. 10,
pp. 3280 - 3287

of aralkyl hydrazines in which the hydrazine group is in the B-position
of the side chain. p-phenyl isopropyl hydrazine, for example, reduces Y
blood pressure (Ref.1). B-phenyl ethyl hydrazine (1) was synthesized in

a yield of 41% according to Scheme 1:

TEXT: In recent times, much attention has been paid to the synthesis /

N0, 1 b £ lkylatd
0635c3201 C By CH,CH NENH, + (csxscna)zmm2 (1), by direct alkylation

of the hydrazine (Ref.2). The authors of the present paper improved this
synthegis by using their own method applied to benzyl hydrazine in Ref.3.
Reaction took place in an 83% yield, without a solvent and by heating

Card 1/3

- e a1y e Gy IyuTazines” were “¢coNdensed
@#ith ketonic acid esters to obtain 1'-aryl-ethyl pyrazolones-5. The

condensation was carried out without any solvent (or in a small quantity
of alcohol). After a short heating, the reaction mixture was diluted

i I tity of ether, and fficientl talli
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pyrazolone was jmmediately separated out. When treating these pyrazo-
lones with phosphorus -oxychloride, no ring formation according to the
reaction of Bishler-Napiral'skiy was found to occur, but a conversion

of the pyrazolone to chloro~pyrazole. There are 10 references: 1 Soviet,,
2 Us, 4 German, 1 British, and 2 Czechoslovakian. —

ASSOCIATION: Moskovskiy gosudarstvennyy universitet (Moscow State
. University)
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KOST, A.N.; SHEYMAN, B.M.; KUSHKOV, V.K.
Ot 2eed

1-Krafts reaction.
Esters of ethylene cyanohydrin in the Friede
IWQWS.“Chdb.Z&Vo} khim.1 khim,tekhe - A no.1:87—91 161,

('M 14:6)

1. Moskovskiy zosudarstvennyy universitet imeni M.V Lomonosova,
kafedra organicheskoy khimicheskoy tekhnologii.
(Friedel-Krafts reaction) (Bydracrylonitrile)
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